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CLAIMS 



[Claim(s)] 

[Claim 1] Formula: [Formula 1] 



- n is 0, 1, or 2 among [type, p is 0, 1, or 2, and the sum of;n+p is equal to 1 or 2.; 

- R1 — halogen atom; (C1-C4) — alkyl; (C1-C4) — alkoxy; — trifluoromethyl radical; or a trifluoro methoxy 
group — expressing — ; 

~ R2 — hydrogen atom; — halogen atom; (C1-C4) — alkyl; (C1-C4) — or [ expressing alkoxy; or a 
trifluoromethyl radical ] — ; 

- Otherwise, R2 is at least in 6- of an Indore-2-ON ring, and R1 and R2 become together and they express the 
trimethylene radical of bivalence.; 

- R3 — halogen atom; — hydroxy; (C1-C2) — alkyl; (C1-C2) — alkoxy; or a trifluoro methoxy group — 
expressing — ; 

- R4 — hydrogen atom; — halogen atom; (C1-C2) — or [ expressing alkyl; or (C1-C2) ARUKOKISHI ] — ; 

- Otherwise, R4 is at least in 3- of phenyl, and R3 and R4 become together and they express a methylene dioxy 
radical.; 
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- C3 S)-2-[5-?nn-i-[(2 .4-v> h *->7 i^;iO*;i/*^;i/]-3 -C 

2- ji h + V7x-;v)-6-^fJV-2-*^V-2 .3-7fc: Kn-i JW > K-;u- 

3- -f .2 .3 >4-r h 7 Kn^v^y 'J >-3~*A'#* 

- (3 S)-2-[5-^DD-l-[(2 h^v?*-^^^^ 
2-^ h + y7i-^)-2-*^7-2 . 3-v£ Kn-l H--f > H-A'-3->f /ul- 
6 .7->*> h*V-N.N-y>f-*-l '2-3 .4-fh5t Ko>f V*>> 'J >~3- 

- (3 S)-2-C5-^Dn-3-(2-^nn7x-;i/)-l-C(2 .4-- *S* Y**s7 
i^)l/)7>;v*-JW3-2-^ + y-2 -3-vt Kn-l H->f > K-^-3~-f ;v]-N. 
N— ^ ^ f - . 2 . 3 . 4 -f h 9 Kn>f v * yj >-3 -* TM?** 5 K, £11 

- (3 s)-2-[5-^no-l-[(2 ,4-7^ h^->7x-;w)^jU^^.jl/]-3-C 
2 ,3-7> h*i/7i-;i')-2-t*7-2.3-yl: Kn-l R-j v K-;i/-3--f 
^]-N >N-v>f-^-l .2.3-4-rh7tKn>f7*7'J > -3 $ 

- (3 S)-2-[5-^nn-l-[(2.4-7^ h*^7*-^)^^*-»'3-3-C 
2 ,4"V^ h^v7x-Jl/)-2-^ + 7-2 .3"^ Kn-lH - ^ V F-)U-3--f 
Jl/J-N.N-i^^^^-l • 2 .3 .4-f h 7t Ko-f V*/ 'J >~3 -* JUi?** 5 

- (3 S)-2-t5-^ nn-3-Cl , 3-"5> V*v** v-/u-4->f "K2 . 
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(21) 



^2 00 3-5 25 28 7 



b^i/7i-JV)>?.^*-^]-2-* d rV-2 .3->*t Kn-l > K- 
;v- 3 -<< & 3-N . N-i> * f - A/- 1 . 2 . 3 . 4 -f Y 5 K a 4 v * ;'J V - 3 -* * 

- (3 S)-2-C5 .6-3>*nn-3-C2-*na7*sA/)-i-K2 

.2.3 .4-r f7t Ko-f v*> 'J V-3-* >H?**5 h\ 

- (3 S)-2-[5-*na-3-(2-*nn7x:=./l/)-l-[(2 .4">V >*->7 
i^;v)x;i/^-;w]-6-> h*v-2-**v-2 .3-vt: Kn-i H-W y K-*- 
3 -4 ;u3-N .N->V f-JP-1 . 2 . 3 . 4 -f b 7 1 Kn y * / 'J v-3 -* 

■9-5 k, 

- (3 S)-2-[4-^PO-l-[(2 .4-vpt h^r->7x-JV)x;i/^^;w]-3-C 
2-> ft'/7x-^)-5-^f n/-2-**V-2 Kn-l H-W V K-A'- 
'3-^ ^l-N-N-v^f-^-l .2.3.4-?h?KKH'fy*yV ><-3-:frfl"K* 

[0 0 2 3] 

Hk l 3 ] 



K^, n> p, Rx, R«, R., R*. R.ii.fctfR.tt, I 
©ft***, ^ : 




(22) 



#3*200 3-5 25 28 7 



lit I A] 




[0 0 2 4] 

N.N-v>f-^*^^75 K4 fcfir Kn7 5>OJ: " 7 
0i3~+60t;cDlW©i&J£Tfrftfcti&o £«>RlSljU ff*t<liHa 1= ClT* 

[0 0 2 5] 

Mb i 5 ] 




00 3-525 287 



HE16] 



[ 0 0 2 6] 

StCl I l)wfk#«*i&»T*4*\ ifcHEPO 4 6 9 9 8 4B^^'WO 
9 5/1 8 1 0 5KH*S*t"CV»*J:^4&»*ftKJ:*>*a**l*o Wxtf, 
^(1 I l)^k^ti, JUK-f 

^ftlb?)^ HJ L< »*# U 9 A4o^ny>ftC J: ljK&S CIO 

, -10"C ~ 200^ oMoaK-cfffcfcitao 
[0 0 2 7] 

2.4-^^ ht , /'<V-l!^Ji'*i*i'n?'( Kl±, 3 - Soc " 195 

2, 74, 2008nt£o"CKjS5*L4o 3.4~v^ N *v"*>4t V* n 7 

4- KliUJJSft-e^T***, ifcfctf- Med. Chen,., 1977, 20 (10), 1235-1239 




41^2 00 3-5 2 5 28 7 



5£Cl V lt£9aX~$>V). WO 9 5/1 8 1 0 5 KB§^$ HX^k 1 1 
[0 0 2 8] 

mm, i£: 

lit 1 7 ] 



$ft4» % O'C-mS.WWwig.E'C, ft-)^n^^f KOf^fflCJ:*), Ha 1 = 
[0 0 2 9] 
Mb 1 8 3 




(VI) 




(VII) 



[3;<K Ri> R:> R J isJ:jy t R4li^:(l)0'fk^%T'5g^t^i:^>3-C-*>S] 



^S2 00 3-5 25 28 7 



<Oit%mt, Farm. Zh. (Kiev), 1976, 5, 3O-33fcflEfc0#l£fcftoT % $k%<?> 
^Cv I )0Mk-n ! $Jfi&ft]'?$> *) > WO 9 5/1 8 1 0 5 KH*« tiT £ -9 
[ 0 0 3 0] 

[it 1 9 ] 



<7) 1 H--f V K- JW-2 . 3 * & : 

[ft 2 0 ] 



R3feJ:O f R4ii^Cl)^k^-eSHt^:i:i3>9-e*i9> Halloo 
[0 0 3 1] 
Hk 2 1 ] 





MgHal (IX) 
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(26) 



#312 0 0 3-5 252 8 7 




(XVI) 



•) KLT#e>*i& 'J^AftSJtfc + Mttfc, £(V I I I toft-fr* EI& 
[0 0 3 2] 

1 H--f > K-JV-2 >f§^t#Cv I I l)|±. Tp^-eA^-^^S^, S 

MtTetrahedron Letters, 1998 , 39 , 7679-7682 ; Tetrahedron Letters, 1994, 
35 , 7303-7306; 1. Org. Chem., 1977, 42 C8), 1344-1348 ; 3 . Org. Chem., 1 
952, 17, 149-156; 3. Am. Chem. Soc., 1946, 68, 2697-2703, Organic Synthe 
ses, 1925, V, 71-74& £ ^Advances in Heterocyclic Chemistry, A.R. Katrit 
zkyfe JrO'A.D. Boulton, Academic Press, New York, 1975, 18, 2-58Kfa^<£> 

[0 0 3 3] 

AtetoKfi, 5£Cvi) Ctt-r, Ri= Cci-Ci)7^a*->"Ci >9 R4= h-c 

&&vWi7x^JV03-£fcfcU-i£K&&R« t&KRj = R« - CCi" 
C a )7;w=i RiJi^oyyji^w.-e^i), R,fi5*;Ci )a<ffrfrfe-c 



(27) 



^2 00 3-5 25 28 7 



[0 0 3 4] 
1 

lit 2 2] 




1) n-BuLi 

2) COjEt 

COjEt 




CO-CO,Et 



(X):R 3 =(C I -C a )T^3^. R 4 =H; (XJ > 

R 3 =R 4 =(C,-C 2 )7yl'=*-> ; 
Y=H*7tl±R 




1) 2 /ert-BuLi 

2) (XI) 

i-Boc ! (VI) 

K : bl 
(XII) 

l^ISa l^fe^T, ^Cxtofl^SrN.N.N'.N 
'-r h 9 * f - V y V 7 5 y <D X i %fc&<D*#&T $ tz li#£T * n -"f* 

So £*>RI5«\ Vxfji/x-f^i fclif Kn7 9VOi?4^1Stt* 
[0 0 3 5] 

Xigb 1 Cfe^T, S-ftBOfc, 5^X1 l)<Dft*&*tert-7*-;wj*-9A 
0«fc-?&> 2 S SOU BUS?*. ^-C^/bitS'J^^A-fk^tL 



(28) ^2 00 3-5 25 28 7 

[0 0 3 6] 

5fc<V I l)<Dit&®\t£%\X-3b*), WO 9 5/1 8 1 0 5 itzftl- Org. Chem. 
, 1968, 33, 1640-1643 K |B«©&3JI^ftCttoTSjS?*L4 o 

ot, Wittf, 5£(v) Ci^t?, Rs»ixf-;i/7?y ttz\±'J **n<T $ S&t 

10 0 3 7] 
Mb 2 3 ] 

•CH^H,)^^ CH-(CH 2 )^^ CH^C^ 

COOH COOH COR, 

(XHI) (XIV) (XV) 



1 II v I 

i,) '^A 



CFMCH,),, 



COR, 
(V) 



[0 0 3 8] 

X*-A2<ftXifia 2K£v>t\ jSCXI I I Mtt^co^M^S:. ft*<9 



(29) ^200 3-5 252 8 7 

Synthetic Conmuni cations, 1994, 24 (2), 187-195fcf£$o;fr££ffl v> 
[0 0 3 9] 

^Cv) Cc:£T% Ri»iCCi-C»)7^3*->S:|E*>1"^'fl:'fr»l^ fiJUT* 

^i£)Jl^tti:fot, £ ^Tetrahedron Letters, 1986 , 27 , 2409-2410; 

3. Am. Chem. Soc. , 1970 , 92 , 2476-2488 ; Tetrahedron ; Asymmetry, 1998, 9, 
4295^299; J. Med. Chem. , 1994 , 37 , 3956-3968; 3. Chem. Soc. Perkin Tra 

ns 1, 1977 , 596-600; Cazz. Chim. ItaL, 1976, 106, 65; Chem. Pharm. Bull 

., 1983, 31, 312-314; 3. Med. Chem., 1983, 26, 1267-1277; 3. Org. Chem., 
1997, 62, 7679-7689; D. Med. Chem., 1992, 35, 1942-1953; lustus Liebigs 
Ann. Chem., 1976 , 367-382 ; 3. Org. Chem., 1978 , 43 , 2115-2119 ; Tetrahed 

ron Letters, 1997, 38, 6977-6980; Helv. Chim. Acta, 1959, 42, 2431-2436 

[0 0 4 0] 

- 2 Ka-i H-W > K-n/-2-*^#>«»i, 3 - chem -' 1983 ' 
26, 394-403; Agric. Biol. Chem., 1987, 51, 1833-1838; 3. Med. Chem., 198 
3, 26, 1267-1277; Helv. Chim. Acta, 1962, 45, 638; Helv. Chim. Acta, 196 
8, 51, 1476tt£ 0 x»ji$itao 

- 1.2.3 .4-f f7t Kn*y y >-2-*^>K>Rtt, 3 - 0r 9- Cnem -' 199 
0, 55, 738-741; 3. Med. Chem., 1992, 35, 1942-1953ic^o TSit 3 ft£ ; 

- -f V>f > K'J y-l-fl )V#yMtt^ 3 - Heterocyclic. Chem., 3984, 21, 13 



(30) ^2 00 3-5 25 28 7 

- 1 .2 .3 .4-r h5K Ko>f v + y; >-3~*A'#>*»i% Synthesis, 199 
2, 11, 1157-1160; Int. 3. Peptide Protein Res., 1994, 43, 62-68; Liebigs 

Ann./Recueil, 1997, 3, 533-540; ]. Med. Chem., 1988, 31, 2092-2097; 3. 
Chem. Soc, 1938, 172-175; 3. Chem. Soc., 1950, 1534-1537 ; Synthesis, 19 
90, 550-556; Heterocycles, 1992, 34, 757-764; 3. Med. Chem., 1983, 26, 1 
267-1277c^oT»S?*L4 ; 

- 1.2.3.4-f h^liKD'fy + y'J >-l-1) )l>#>&&> 3 - Med- ^e" 1 - • 
1993, 36, 314-319, SfctiWO 9 3/1 2 0 9 1 CttotfifiHi. 

[0 0 4 1] 

[0 0 4 2] 

rt<I>«5ft**K tfcJi^Cl I), CIV), Cv)"bL<JiCv I^+HUMk^ 

otective Croups in Organic Chemistry, 3.F.W. McOmie, Plenum Press^* £, ft 

1973, Protective Groups in Organic Synthesis, T.W. Greene^ £ zf P.C.M 
. Wutts, 3ohn Wiley and Sons^ t, 1991 , 4 fctt Protecting Groups, Koc 
ienski P. 3., 1994, Georg Thieme Verlag}c|e^^>, mHiV>UM.$i *JB^* ^ t 
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#^2 0 0 3-5 2 5 2 8 7 



[0 0 4 3] 

[0 0 4 4] 
[ft 2 4] 



- nli0> lvtfctt 2Tit>»K pfi0> 1 *fctt2"C**J ; n + p^jfDttl 

- Rili^nyvR^; CCi-C4)7;U*;i' ; CCi-C«)TA'3*-> ; HJ7* 

; tit it h 'J 7*3tv***>1k1:&to-rfr ; 




O R 5 



(II) 



(32) #^2003-5 2528 7 

- Rjii^oy^Ji?- ; \l Kn*-> ; (Ci-Ci )7A/* )V ; Cd-C: )7*3 * 

- R«ii;je3W?-; ^nyygf ; (Ci-Ci^/H?* ; t tz&tCi-c^r )\< 
rj*v£^fc>1-^ ; 

- R 5 fi^f-;w7 5 ; y^fjPTuS; 7-tff-W-i-^ ju3£ ; 
Ci-C 2 )7;w0^v$:S ; bL ; 

- R.ii***? ; ^ay^gf; CCi-C«>7/Hf>»' ; 4/c»iCCi-C«)7;w 

- R.WbiMKIi^; ^d^>H^-; CCi-CJ7^^r^ ; $ fcttCCi-C*^* 

[0 0 4 5] 

k & t 4 Jt itn jut * *sm k 7 & , m <> l < a #mm t <d # tt 

o 

±S^Ci)^k^»»i, --tt±«>*X4fcii£Uga*, **L&«7>Jfcttteffift7£ 

[0 0 4 6] 

*J«)®fiH4«\ Y - 06 Keyser^,, FEBS Letters, 1994, 356, 215-220^12®^ 

^Srffl^T^v • tr r oTiffl£S*ufc 0 icjftii, 5? h*>L< lit hVibg 



(33) «g|200 3-5 2 5 28 7 

Z> V MtZ iltzT frX-y-^V 7 U y i/y CP Kl~AV P)<7>W&* 4 y • 

->-Av^l/9J/>©«»i:Mt4 5 0%B#ftJRCIQ.)tt, ffi<T, 1 0" 6 
~ 1 0~ 9 M, I 0" 7 ~ 1 0~ 9 MO$&fflK&&o 

[0 0 4 7] 

7 ;v - y -v< v y u » -> y v i . K ft* a , k x & ft ( I )<*>fl:-& 

*«5aWttJi, M. Thibonnierf,, 3. Biol. Chem. , 1994 , 269 , 3304-3310^|e 

v i . *%n* &mtz \m*temm*± tmsvi. * >t & h 

ntUfatiit^ii. S^Ci )<7^b^ov^<o^(i, 1 0" 6 ~ 1 0" 9 ML 
«fc »j£#fl9fc|i 1 0"'~ 1 0" s MOi£BK&;?> I Csott-C* Tfr*f->-Wf 

uvi/yvi, Kft-r & mm®- t> ^i- 0 

[0 0 4 8] 

Wa?*tfc(M. Birnbauner^ Nature (Lond.), 1992 , 357 , 333-335 Kfe^Oifr 

ft), -fk^tt, ViMftfcttLT, **^*L^a«tt*^rl-* 0 

[0 0 4 9] 

> « h'j^'j-b 1 ; King, T-jrn-Attiiift«<t^ ? yisyyfcmm. ttzit 



(34) #52 00 3-525 287 

2Rffl Steffi f»T So 
[0 0 5 0] 

M#ic*»t4 W y i^PTCA (Infill 

IBM, iSifflf, fitttdL, is^fi, mm. * 53>ii*mi£. 

=-y twit, mnrnftimitzimmmnx ? **imm&<DW* ; wEjatf 

fcfi^Rjtcffl^^,n#&o #3&Bfc.fc*'ft'&»M\ mfiijIt^o^Hfev^Tt 

fcttjss h »j -feu kjus ; t tzimimm^&^x. t >? fc»tii]a#*fc«>f& 

[0 0 5 1 ] 



(35) ^2 00 3-525 28 7 

[0 0 5 2] 

finite, <D 7km®\t, %3%2iiZ>'<Z®%W)%)<DfoM*vMtzt) 0-01-10 
Omg<75 1 BS4i, $ftt<fi0-l~50mg/kgOl B&^&X-m^bil 

\ ^mttz\mm^Xi>i)\ jtfSL<filBMSfc»>0-l~4000mg, £ *>' 
WfcWfc fi0-5~1000mg -CStffc L#£ 0 
[0 0 5 3] 

[0 0 5 4] 

«P, ST, ft A, iT, j8j£lf*k Mft, ft&, J§m*fcttMftKfc.fc* 

VstLX, IB MUTEST, Il*4fcMtfc »34 1B*K 

W»I4, ft*. -{fvf-^*^-b;v, ffcftU KttJsiffftnftftSfcliAmu 
STfcJ:0^<y*JHE5#SB* *7*/-)U©J:?4ftpeJ:*»ai, JBBr#5-E 

[0 0 5 5] 

Hj^oia** s * a* 7 > * cms s *i* t % % ei^e 
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(36) 0 0 3-5 2 5 2 8 7 

9 Ac7><fc 9 ftftftftU fflx_tf#'J e^en'j Kvifcttl: Ka*->7ne;i/> 
[0 0 5 6] 

>; ;HS£®t h U #>J y;i^- b 8 0 £ fitful v- 188WJ: 

**>nuzim* :E**ra* sg^©<b> aAMStts 

^rLTv>T& <fcv> 0 
[0 0 5 7] 

ttC« x. KfmttM K. «t *> *1" J: 0 »RT = - t 4 y 7 3 HX v> T <t < 
[0 0 5 8] 

*5Mfttttfc« 4 tz imm As fr&Ms mmrn t l < «# u if - * e 0 u k v<© 

[0 0 5 9] 



(37) ^2003-5 25 28 7 

liTO-flaM, Wx. ff yn e 1/ *✓ if 'J 3 - * Sr^-tr zKMr3g&K #3RAJfl*iS» 
[0 0 6 0] 

evv^'J 3-;kt)J: } n-jw^J: 9 *3«fc*/>K'j v;v^- b 8 

0 fcL< »i#n**v- 1 8 8©*^ i&a^ttMfi&ttJW^ttfflSil*. 

K4 fc fi if >; -b »; jn^f /u t o 

o 

[0 0 6 1 ] 

®£ J: h y ^ n n 7 o * * y , 7^07)^0^'/, y?nnrF7 
[0 0 6 2] 

X/* fcliv-f i; 0X7 * T Oj&ffiK *>SJ#Mfc£ti#&o 



(38) 13212 00 3-5 2 5 28 7 

[0 0 6 3] 

MSJC^ot, **>J: o ftS-S-ftiiMW^Mfrfc o • 1 ~ lOOOmg, «F 
2L<Ji 0-5-25 Omg*trJ:^Kaaic|l»«*i, 1 H l-4HS^**i 

[ 0 0 6 4] 
[ 0 0 6 5 ] 

U#oT, ♦l&iJBW't)? lo<7)±Mii, v> < ojJ»«*»*dJ»*J|a*'fr*>*T 
[0 0 6 6] 



(39) ^2003-525287 

DMF: N,N-^^f-ji/^jVA7 5 K 

THF: f h5k FD79> 

KM: -y^ D n^ ? > 

AcOEt: &®x^;v 

DIPEA: -J j v 7* o fci Jl-xf ;v 7 $ y 

TFA: HJ 7;V*ngj=& 

Boc: tert-? y jvtf-ji, 

Cbz: v;p JV^X-JV 

BOP: >; 7V-JV-W h 'J *(v^ ;V7 ? ^ 

PyBOP: ij7v'-jv-l-^ ji/^-^v' h "J fc'n'j ->V *7.*x.7 A^*^7 

DCC: u^* s s)VJ]frtf~J-<{ 5 K 

HOBT: 1-b K o * > ^ y y* h <J 7 V- JVtK^P 

M.p.: flk£ 

AT: 

B.P-: 

HPLC: ^$#^7^57^-, 
[0 0 6 7] 

7*0 h hfl/CH MflOtt, drDMSOt, drDMSO©^ 

-^*S$tUIV^t, 2 0 OMH z-Cffi&l-So *;W7 h 8 fi 1 0 0 

'yyyvv Y\ b s : 7*n - > 7V y h 5 d : yzTUyhl dd = ?~Tfry 

7* W K t : h U 7* V ? h I q = iJl'f^; u p = # & V> t* - * 5 m 
t : 1 Is v ho 
[0 0 6 8] 



(40) ^2 00 3-5 25 28 7 

3, 5->- * a n-3-(2-p< R-/7ii JU)-1. 3-v UKn -2H-W V K - JV-2-* > 
CIV): R, = a ; R, = H;R 3 =0CH J ;R 4 =H;Hal=G 

A) 5-^ o n-3-t: K a * ->-3-(2-p< ^->7i- JlO-1, 3-V K n -2H-vf y K - 

Z<r)il^m\t. @^#I^^PiW0 9 5/1 8 1 0 5-tK|a*^ffitt£oT» 
l^v^*^? Al6 afe il^l-yn*-^-^ h^rv-^y-lf >124 g<7>x--rM17 

Lfc, THF 250 ml4i^5-^ nu-lH-^ > K- ;l/-2,3-v'^- > 30 gofi-fr&fcffiT 
U ^"CjaS^ATir^am, £<&fl^*«*MMM-*. AT-? l f$M*£#L 

[0 0 6 9] 

B) 3 , 5-->* ? a n -3-C2-* fJfi/7ii 3-v t K n -2H-4 v K - *-2-* > 
Z<Oft&mt, Bl^ff^PlWO 9 5/18 10 5-i§-fcffi*©ff8;fcfcoT» 

itSfi*. KM 105 ml*<a±fE(alig-?#t>tijHk^«&12.71 g^^^SrO^tr 

W»*%JRt. 3(ii7Katx ^v>-c, -f vx-t ;i/-c3|iif5fe^u-C$gi*1-*o m$ 

[0 0 7 0] 
KIN 1.2 

3,5,6-}. <j ^ an-3-(2-p{ h *->7 li^HH't Ktt-2H->f > jU-2-^- 

(IV): R l = CI ; R, = 6CI ; R } = OCH, ; R, = H ; Hal = CI 
A) 5,6-y^ n n-lH-xf y K- )V-2,3-i;^ y 

iO<k#»tt, 3 - Chan - 500 • 1946 » ®« 2fi97 -2703fcSHRo2f£fctto 
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(41) #^200 3-5 2528 7 

T, ttz&l- Org. Chem., 1952, 17, 149-156fcf£®?);&g;Kfl£oTg£&3 Hi 

O 

[0 0 7 1] 

K-;w-2-#>' 

5 nfl^cov:/* -3/^0.72 g^Jg^^fST U MW&t 2> b&m*%&&tZ> 
o ^iDcO^^^t^ ii^^Z^wjii^jl^-rSo THF 30ml+o5,6-$;$rnn-l 
H-^f v K- )U-2,3~-S* y 2.7 9<7>m®m*%t^'Cl)\\jL, 30frMiJll£»iK 

n 0 ATf-c^t^ 7fc/*/&n^<7)ii-&ti^ftr> AcOEt T - 

Snia^f vx-t*+-c*«*U 4£fc*rtti***lRU- x-r^^iM"* 
[0 0 7 2] 

O 3,5,6-h t; ? aa-^-C2-^ h * v 7 xxjl/)-l,3-y K n -2H-vf y K-JI/-2- 

[ 0 0 7 3] 
§j&0ij 1.3 

3,5-^un -3-C2-* K->7x^^ )-^-^t f - 3-y tKo -2H-^ y K - /P- 
2-^-y 

(IV): Ri = CI ; Rj .= 6CH, ; R, = 0CH, ; R< = H ; Hal = CI 
A) x^Jl/2-(2-p( K-/7ii^)-H^V7^f- h 

b^->^>-t*v27 g<75i-r;u(270 m\)fe$tf>7 frzty%M% 



(42) 003-525287 

*Rf5fi#!»Kini^. tfcl»KJ:**lt*ff4v>, ^fflix-'f^-CWlttit, -s-fc 
, B.p. = 87£) 0 ftfeilftftg*, DCM/-»^^> ^(50/50, v/v) % &v>-cKM 

ffigtJo mmvmnu g*#&> 3 ^t, b.p. = nor, 

[0 0 7 4] 

B) 5-* n o -3-v: K n * ->-3-(2-p< h * 3" 7 * - AO-*-* f- 3-v K n -2H 
> K- JI/-2-* > 

a) tert-y^;i/4-^ a n-3-> f-;i/7 i—ju* JWtpt - h 

-7 # * * > 50 ml 4. o4-^ a n -3-^ ^ 7 - U > 10 9fc «fc tf^-tert-T*^ } v ~J 
fl5.26 go&frft*, AT-e24p#MiI#ifctt-r&o Rj£ffi-&«)Sr*^ 
TtiiL, »aE*W^*-9->fi*©C50/50, v/v)^. (70/30, v/v)co£) 

[0 0 7 5] 

b) tert-yf- ;i/4-^ *7i-**M> - 9<7)X-rjK45 ml) 
* 7 * > " 7 °t: tert-y + )\> «J f - ^ A O 1. 5M/< y * y 

, -ioi3Ti^K45^Mti#fefii-So ej&&-^*- 70 t;k#*pu 

tUU U NaCT©tflH»*-ettfrU Na, S0« I ; 

WKjiiss*, isfiteo*jHfc%*i-r4o fr^^^s 2 - 6 g^#^o M -p- = 254 ~ 

256t: 0 

[0 0 7 6] 



(43) #3*2 003-525287 

)V-2-* y 

DCM 30 ni\*<7)Xm B -?&hiltztt&%)l'3 9?)S^£ 0 t: K1$£P U f'J S>> 
0-5 ml^jp£, ^iW-*?a^ K0.763 gfcflnx., iSj£#ATK _t#o 

[0 0 7 7] 
1.4 

3-/nt-5-? on-H2-^ nn 7x-Jp)-l>yt Ka-2H-^ y K-JV-2-:* y 
(IV): ^ = CI ; R, = H ; Rj = G ; R, = H ; Hal = Br 

Z.<n\t^m\t, SRH$*r&BW0 9 5/1 8 1 0 5*tSE«©M« 2<7>IflA 
[0 0 7 8] 

3,5-->*^ o n-3-(2,3->v h 7 * i 3-y n Kn-2H-^ > k- ;i<-2-* 

(IV): = G ; R 2 = H ; R, = OOH, ; R< = 30CH, ; Hal = G 
A) 2-(2,3->'p< h^f->7xi^)-2-^^V7tf- h 

x-r^ 160 ml4iol,2-v-^ *i/^y -t£>27.6 goU&y}*- 40 ^ I'ftiP L 
, r>- 7 'f-;njf-7A<7)1.6M^^^>^250 ml^ r ^-|^t^ £24^ 

®v'xf-;i/136 ml^-tjf^< jp^., fij£#ATtc±#& il£-i)*t8#ifcmi-& 

Jit, ^ffiSri-r^T'tttBU &b*ttzG&m 2 ®Mk^, Na 2 S0 4 -c^t 

2,(2400 Pa<7)f, B -P- =90<C) o #t, tlSmiBEI&^^T'^ >/>f V-x-r^ii 

$(90/10, vMx-mtht&^v ^)^D7 YyyyizfriiZo ffiffl<n%dMH g 



(44) ^2 00 3- 5 2528 7 

[0 0 7 9] 

v * * V y 60 ml * o*-? o o 7 - 'J > 12 • 7 9£ J: W-tjert-yf - ;i/ # ;i> # 
*- h22 g^fi£to*AT^24isro«#ifefi-j-a 0 &£il£-4&*K£TKaM6U 
»a£**v*>4»K:IM5lU £Cfc*rffl***JfcU &i£1-*o flrailo^f 22.5 

[0 0 8 0] 

t>) x-f- jvlOO mlcj3otert-yf-;i/4-^an7^-;W*;V'''^>- l-H- 4 QOil 
IgA^^jLfc-fk^M 90™F (50 ■1)ftft£l|»HKi»fc 

[0 0 8 1 ] 

O 3,5-/^nn-3-(2,H^ h *->7 xxji/)-l,3-v Kn-3W y K-;i/-2- 
*> 

e«Jv>1.27 ml % ^"C, ^;*?D7^ K 1 - 2 ml^O^-C, KM 30 ml 41 

to****©* 3 - 9 -effl^-5, 0 

[0 0 8 2]. 
g&fll 1-6 

3,5-7^ dd-3-(2,4->'^ hdr->7jc^-;u)-l. 3 -v^ Kn-2H->f y K- )l>-2-% 

y 

(IV): R, = CI ; R, = H ; R, =0CH 3 ;R, = 40CH, ; Hal = CI 
A) 5-^nn-3-n Kn + ->-H2,4-i;^ h^^iiJI/H,^!: Kn-2H-^ y 



(45) ^2 00 3-5 25 28 7 

^*->?A2.2 gfeJ:[;l-rD^-2,4-y^ h+^XVU 9<0THF (40 ml)-£ 
*^t>SI»-r4o :<0M*, THF 50 ml^o5-^na-lH-^ > K-;i/-2,3-i;^ 
>5 g©il£»K30EofiJK-eiSTU ^x-^ti$r 2 ^MiP^W^o EJfc 
a^*ATt«r*pt, NH 4 Cl<af&|n$i£fcg§\ AcOEt-ettmu #«ffl**ftU 

[0 0 8 3] 

B) 3,5-y^nn-H2,4-y^ r *iJp)-1.3-?;is Ku-2H-vf y K-;l/-2- 

DCM 80 ml^(0±ia<7)IflT-# &*lfc-fb&«|3.8 9^3 itffc" 'J v>1.35 ml^ 

[0 0 8 4] 

SSitfl) 1-7 

3,5-y* a D-J-a^'/'/y^ + v-^ ;w)-l,3-i;i: Kn-2H->f y k- 
;u-2-^- > 

(IV): Rx = CI ; R, = H ; R, + R, = 2.30CH 0 ; Hal = CI 
A) 4-ynt-l,3^;v-/y^ + v-JV 

Z.Mt'&toi* Tetrahedron Lett., 1995, 36, 6413-6414^ffijR«>^tt£^ 

[0 0 8 5] 

2H-^ > K-;l/-2-;j- > 

1, 3-^: > v * + y - ;i/-4-f v / y A 7 >f K THF 10 ml 

4"OV^*v? AO. 85 gfc J: a\tSa<flI*I^&*lfc'(fc-£l5 6 - 7 g<7)THF (40 ml) 

mm^hm^-tho z^mm^^x^it^mx^ thf 50 mi^s-^ dd-ih 
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(46) ^2 00 3-52 5 2 87 

_^ y k-ju-2,3-5;*>3 g<?5fi^«jtcflSTL, ac^T^BUBMfell*- i. SIB 

£ 0 M.p. = 271«C 0 
[0 0 8 6] 

O 3,5->^nn -3-(l , 3-^ y y* * df V - ^ )-L 3" v t K n -2H->f V K 

- )P-2-^- V 

f-*- jU^n?^ K0.3 nfl£, DCM 20 ml*<Q±*l<7)XM-?®t>tltzit&9!l 1 - 1 

dl&Hi, D™*e>«JMl:LT\ m^^^K 0 - 62 9£#*o M.p. = 241«c 0 

[ 0 0 8 7 ] 
SjftM 1-8 

3-7 n * -5 , 6->' ?nn -3-C2-? a n 7 x - )V )-l, 3-V k K a -2H-W y K - ;w-2- 

CIV): R, = CI ; R, = 6CI ; R, = CI ; R, = H ; Hal = Br 

Cl©flS<fr*Mi, il£S#ffr&i3W0 9 5/1 8 1 0 5-f KiE®?>§£j£fl) 72 o:r*i A 

[0 0 8 8] 
ftj&fl 1.9 

3,5-->'^ u D-3-C2-* 007 x x)l/)-6-^ h ^->-l,3-v Kn-2H-.f V K- )V- 
2-* y 

(IV): R, = CI ; R 2 = 60CH, ;R,=G ; R 4 =H;Ha1=a 
A) 4-^ a a-3-> h * */7 - 'J V 

MeOH 150 mlfc J: tfTHF 200 mlpjnco2-^ D a-5-r. bDT-V-JV^ 9^<t tf? 

K^TK*di1-4. 3T^O^)fi28g^#, £<0fcB**o4 * JS^*o 
[0 0 8 9] 



(47) ftH200 3-5 2 5 28 7 

B) H4-^0D-^ h 7 x -;i/)-0--2-^ o 0-7^7*^7 5 K 
1, 2-y ^ n n ^ V -tf ^ 128 ml + O±ia<0lgT# £ ft tzit&m 28 9fc J: tfDL-2 

7k*l&*L£75*<b, 230t -c48fHiJD^T*o S:i5j!I^^^T^»fl<J^» 
[0 0 9 0] 

O 5-^ a n -3-(2-^ nn7i- ;v)-6-> h * K n-2H-^ y y - )V-2 

%&!fo%17.2 g*#& 0 M -P- = 243-247£ e 
[0 0 9 1] 

D) -3-(2-^ D07x- ;w)-3-V; K a * ->-6-;>t h * 3-v fc K n -2H 

60%ffi+7jc^t^ h i; 7 a 2.56 g£, ±f£^I^lT'# h^tzit^m 17 - 2 SW>™ 
F (220 mDjftftK, T*^>*HATi:, AT-ejn*.** jjr^©ft4*«jh £ o tz& 
, y^f^yfjv??^ K6.85 g^jjDx.^ RlSS-fr** 

£$#iHjKi&&BU *§ B B B ftS-£> &C*ig B B B ^S*%&-r&o m^^S 6 9 
£#£o M-P- = 237-240T3, 
[0 0 9 2] 

D 3,5-i;^nn-3-(2-^nn7i-^)-6-p< Ky-LH't Kn-2H-^> y- 
;i/-2-* v 



(48) #11200 3-5 25 28 7 

iji;>1.2ml, jfcv??-*-** a?>f K0.96 mlfcjn*.* fig-ft & 303>Hft# 
ftmi-*o EM^£P^ { *14Kfc&£^*i5fcU #*ffl*Na J SQ l -egr*u 

[0 0 9 3] 

sitta i.io 

3,6-v * n n-3-(2-^ h * -> 7 * ^;iO-5-> 3->* t K n-2H-^ y K- ^~ 

2-*> 

(IV): R, = CH, ; R, = 6C1 ; R 3 = OCH, ; R, = H ; Hal = CI 
A) 6-? n n-5-^fjk^fji/ft-l-3-/H Kn-2H-^ > K- ;i/-2-* >is J: 
0*4-^ a n-5-^ ^jU-3->t f-ji/f-*- 1,3-;; t Kn-2H-^f > F-;v-2-^- > 

DCM 320 ral(tnctt3R8.5 mlfcj*XU -7<)1Sfcl&*PU *V>txf* p**-^ 
**7*r- b24m1(7)DCM (60 ml)fcft£, -TOtJ-C, 20^^ Kbfc «J *Px.> 
<ft"*t-70CTl5fl-M!»Plfc*1-*« 3IS«^ 3-*nn-4-^;P7-V>52.6 
4g^DCM (100 mDfcjftfc, -70t?T% ^OfrlW Khtz «3 JDX.^ ffi-&"»*-70STl# 

;p600 mlfcJ^N HCI 130 iifl*>ilfc+fcJM5lU fi#fc*AT*72|*Ha#jfe1I 
«J*U *»*JtaTKl»?**. Bit* 00 *, *V»-eW*OEtfifc (85/15, 

V»-cDCM/AcOEt^^(95/5 % v/v)T*^Hi1-& -> 'J # r n v }» ^"7 7 K JgjHt 
& 0 2o(75^tt#*^fil1-&: 

-J: *j&'l4tf s ffiv^t4#, **Ui6-* oo-5-> f-;v-3-^ 1.3-yt k 

d-2H-^ > K- *-2-* *) , 1-16 &W» 6 *U 

n-2H-^ > K-;V-2-^->-C*>9 > 0-72 *l* 0 
[0 0 9 4] 



(49) ^2 00 3-5 2 5 28 7 

B) 6-^ D n-5-y f-jlx-lH-^ y > 

±!S<75l^l-e#lbtL^6-^ n n-5-> f-;i/-3-> f-;vf-^--l,3-v n Kn-2H-^ 
y K- V 1.16 gfc J: tfN-? nox^-»^f5 K°-681 g^ES^kK^i 00 
im+<7)i|^$rlP#M»Ji^1-^o £M^£££TKiii&tU JS^*™™ 
0 mlfcju^Omlc^&tK^JfcU l&^HiDMEI-^o 

Tift&U Na, SO, u ^^^T^^?^?, 0 £&aE*DCM, ^T-DCM 
/AcOEt^CSS/lS, v/v)£ -C^ET*v§ai1-^ *s x ) 13 V)\>t Dv b ? <7 yKfrtf 

[0 0 9 5] 

O 6-^nn-3-t Kn*->-3-(2-pt f *->7 iXjiO-S-^ f-;i/-l,3->-t Kn-2H 
->f > K-;v/-2-^v 
2-y f^->7xxjw/^>"?Ayn7'f KO?#i£^ x~r;wl-5 nTl4 3 ?>v 
A0.687 g^jra'l-ra^e^-^ h^->^>-fe*^5.35 g<^x-r^C7.55 

-mF 14 rm4.(7)jt|B<^x^i-c|#t)*i7t<k^i.4 gcDii-^KiBTU 

SrNH.a^iafp^ic^o < ™F£££TK3l3&3-£, AcOEt-eatUS: 

fir&^ ^HflSr^ftU "an<7)Mm®Wi-?mftL, Na, SO, u AcOEt£ 

6 g^i^, M.p. = .266<c o 
[0 0 9 6] 

D) 3,6-y^na -3-(2-> KV7i- JW)-5-> f - ;V-1, 3->- 1 K D -2H-^ > K — 
;i/-2-^- > 

dcm io im^coiiifi^x^i-c^^n^^^o-^ g^s^s-^J&^-c^iPL 

, tf'J v^0.36 ral % ^W-;^n5^f K0.33 ml^jpx., £20frflg 
m^MtSo 00/1 50 ml£^;&DLT£j£ig-^*«U ^-^ta^^tuTjctSfe 



(50) ^2 00 3-5 25 28 7 

[0 0 9 7] 
M&fl) l-ll 

3,4-y?Dn-3-(2-^ h^->7i-iV)-5->fH-3-vfe KD-2H-4 y 
2-*y 

(IV): 1^ = CH } ; R, = 4C1 ; R, = OCH, ; R< = H ; Hal = CI 

A) -5-v» f - ;l/-lH->f > j?- ;v-2, 3—>*^- > 

4«<?>4-^ ;u-3-^f-;i/f-^--l,3-v*fe: Kn-2H-^ > k- ju-2-jJ- >0.72 

9£ X ODX^-»^5 K0.422 g, ^v>T*™F 58 ml£ J; tf* 14 ml^ 

HK3*l*« $<b*l*£j£tl*> KM, ^>-cKM/Ad)Etfi«C90/10 % v/v)|^ 

[0 0 9 8] 

B) n o -3-fc Kn + i/-3-(2-pt h * -> 7 x - JV- )-5-\* f - |?d -2H 
> K- ;i/-2-* :/ 

h^p v/^>-e>5 g<7)j.-r )\>U ml)^lv£*, ml* 
<?v/*-> -7 2*0.638 g©JR»jftfc, K^tef 4l?iTU &v>-C«iT*« 

, Na,S0 4 -c(g*U ****£T -cDCM/MeOH(g 
$(98/2, v/v)-c-}§m-J-4 >r ij nvf^77 H*»t*. THF/MeOH^^ 

fcttflftLT, ^O^SO.846 g£#* 0 M.p. = 262-263^ 
[0 0 9 9] 

O 3,4-->^dd-3-(2^ l-^->7xiJV)-5-^f^-l,3-y , t K D -2H—f V K~ 
;l/-2-x}- v 

DCM 30 ml43oJ:|a(Ol|lT#^*t^^!fel-5 goJBfcift&OtfcfcaPU f 
ijv?>0.6ml, ^tf^-J^o?^ K0.54 mlfcflp^ ig^£45#Hfl*f# 
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#5*2 00 3-5 2 5 28 7 



[0 10 0] 
ftjftfl 2.1 

(3S)-N,N->'^f-;v-l,2,3,4~f ]. 5 Kn>f V*J 'J Jl/***-?- 5 KJfcjR 

[<t 2 5 ] 



A) (3S)-N,N-i;^f-;i/-2-Ctert-y - ;i,)-l,2,3.4-^ h 7 \t u j 

(3S)-2-(tert-7* j> * ;u^^;i/)-l,2, 3,4-f- j. 9 t Kn^f v 'J >-3-* 
*#>HKTffjRa) 5 QODCM (50 mDftjfcfcOSfcJ&SPU h 'J xf;P7 5 >5.45 

iO^. ii^S-AT-cl8p# H j|#Jifeai-2>o EJ£fi^»**/DCM|itt4iHjpRL, 
aa^-CKMkL, *#**£Tfc:&3&3*4. »«*IWAcQEtjSjfc<70/3<> % v/v) 

[0101] 

B) (3S)-N,l*-v"^ ^^-1,2,3,4-7- KnW V*y »J V-S-*^***^ Ktt 
tttt 



(V). HCl : 



O 




N(CH } ) 2 



(52) ^200 3-525 28 7 

[0 10 2] 
[tt2 6] 




(/ N N(CH 3 ) 2 



A) (lS)-N,N-i;>^;i,-2-(9-7;v^Vx;i/p( h * -y * - ;u)-l,2, 3,4-^ f 5 

t Koy y * j »; 5 K 

y^7^ok';Vxf;V7 5 >1-61 g, BOP 5.53 g, ?-H>7 5 >O s - 

6Mx?y - JVy#f£5 ml£, ClS)-2-(9-7)u^- v-^ji/^t h * -y# ;W^r.;u)-l,2,3, 
4-ff5kKD^V*;'J CTfrJEfi) 5 goDCW (100 mUftffK 

K^T ? * * o «r DCM/AcOEt^^ (70/30, v/v)-? & =s 'J * *f )\> 

[0 10 3] 

B) (lS)-N,M-y>f-ji/-l,2,3,4-x KDW V*>> U > ^ ^ 3 K 
dCMb^ti, Synthetic Caimuni cations, 1994, 24(2), 187-195 VLftfR <Djj 

Jl/0.4 g£, ±U<DZ.m-?®htltzit&®4-5 9*>BMF (50 nDfcjftfc, £^#B 

t>ti2.^SrDCM/MeOHigy^(80/20 x v/v)-e&tfj-f & -y D * ^JV^ D7 h^?7fc* 
[0 10 4] 



^200 3-525 28 7 



UN 2.3 
Mfc 2 7 ] 



A) (2S)-N,N-i;^f- ;u-l-(tert-7'bi|r->7t f ^^-;p)-2,3-v;i; Kn-lH->f > K 
-;i/-2-*;V#^r-if 5 K 

(2S)-l-Ctert-rh^'>*;i'5K-;v)-2,3-i;t: Kn-1H-^ y K-;v-2-*;vsK 
>mClU|gn D a) 5 gj3«t^h 'J J.f-;i/7^ >5.8 g<7)D01 100 ml^<r)^^)^^ 

+-e#ipu bop 8.4 &tu*-. is^^is^Htt^M-rso 

a* CD, ?> 5% gftg J: y»KHS0 4 ^ 5% jgfc-ejfc j£L> Na 2 SO, L> fcj* fc*£T 
S * & o »3£ * DCM/AcOEtig-^ (85/15, v/v)-^^ 4 j/'J*m.n7 

[0 10 5] 

B) (2S)-N,N-v*^f-;w-2,3->-n Kn-lH->f > K - ;l/-2-# jl/ sj?3f -9" s K 

TFA 20 tm*v)±ft<oxm-?®htltcit&%>4 9<DM&®)Z, AT-c2^|m«^Jft 

[0 10 6] 

KWI 2.4 

(3S)-l,2,3,4-x h^v; KO/f 'J y-HA/iKVf^fJl/X^fjl/Wjtta 

Mb 2 8 ] 




U XT 



(54) 



1*^2 00 3-5 2 5 28 7 



(V). HC1 : 



HN' 




3 O 



(3S)-l,2,3,4-r Kaw V*J 'J ;P#>&(7frlg B D n) 5 gfej:j;g 

[0 10 7] 
S&ffl 2.5 

Mb 2 9 1 



DIPEA 1.66 g N ^v^BOP 5.73 g£, 2-(9-7jw* h * ^V**-^) 

^AT-cl5^|HHK#»[tt1- 4o Sl&iftS, y>^JUT5>05.6M Et0%-&4.6 ml 
fciJD*.* fi-frft*AT-e30a.|HJtt#ij t a-t4 o Rl£fi<fr»*J*£Tfc*»U »ft 

[0 10 8] 




«fS200 3-5 2 5 28 7 



Z.<F>it J a%i i k , Synthetic Canmuni cations, 1994 , 24(2), 1B7-I95i- 
*1 9^r. ±E«>XST#feiifc'fb^ft5 gcoCMF (50 ■Dfcjftfc, gf^BfCF 

DOVMe0Hi|^(95/5 > v/Sfl-cfctfJl - * v"J*n?D7h/7 7H jHt & 0 

[0 10 9] 

ft&fl 2.6 

(3S)-N,N-->-^ f-ju-6,7-v'p( h * v--l,2,3,4-r f 9 b KD-f V*y 'J >-3-* ;W 

KIKII 



A) (3S)-2-(tert-7h*-> jlO-6,7-v/. ->-l,2,3,4-?- b 7 Kn 

(3S)-6,7->*p< h^->-l,2,3,4-r Kn*>'j ^ -3-# fl/ > ® p- HV jc 

- b C7WSga°) 10 9, v-tert-7*^;v->*^ ji/tf* - h 5.85 g£ i Xf Y 
ijxf^7 5 > 5 - 17 gOv*^-9">10° ml 50 mlpt3<7>^^$rl8mfH^ 

[0 110] 

B) (3S)-N,N->Vf-;i/-2-(tert-r h ;i/#^;i/)-6,7-v> y * 5,-1,2,3,4- 



Mfc3 0] 




0 



N(CH 3 ) 2 
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(56) #3*2003-5 252 8 7 

U Na 2 O0 3 <7)5%^^ < J:O=-KHSO 4 ^5%^T^^L> Na, SO< U 
3a£TK2£$&2«&o ^^DCM/AcOEt^ (60/40, Wv)X'®ft-tZ> v <; 

[0 111] 

O (3S)-N,N-i;>^;v-6,7-v-> Kv'-U^f hyt KnW 7*^ <J >-3- 

AT-c3«f(mtK^ftl-j-* 0 ftfr***£Tfc*ltU aaffcx-T^+Clfc 
[0 112] 

(3S)-2-[5-? n a -3-(2-pt h * -> 7 i - * )-2-^ * V -2 , 3-->* K a -1H-W > K 
-;i/-3-^ ;v]-N,N-v*^^;w-l,2,3,4-r h7t Kn-f 7*7 «J v-*-***** 

(II): Rx = CI ; R 2 = H; R, = OCH, ; R< = H; R, = N(CH,) 2 ; R, = H ; R, = H 
; n = 1; p = 1 

h ijxfJP7 5Vl-5 9<7)™F 50 ml* AT^48^R|at#ftt|-f «, 0 R 

*U »**«Tfc3lBlS**. »SE«:KJVAc0EtiS«[C50/5O, v/v)-?-^-*- 

[0 113] 
gj&fl) 3.2 



(57) ^2 00 3-5 2 5 28 7 

ClS)-2- [5-?nu -3-(2-> is * -> 7 x - )V )-2-* * 7 -2 , 3~>' £ f?n -lH-,f > K 
jV]-N-M-y^f)H.2,3,4-f f7t KO-f 7*^ 'J '/"H 

(II): R, = G ; R, = H;R } = OCH, ; R, = H ; R, = N(OU 2 ; R. = H ; R, = H 
; n = 2 ; p = 0 

Z.<Di\L&mt. Q&W J-ltlElOJSCftot, THF 50 ml^M^ 1.1 
[0 114] 

(2S)-1- [5-)DD -3-(2- > )"2-* * 7 -2 , 3-y* t KD -lH->f 7 K 

(II): R, = CI ; R 2 = H ; R, =001,;^ = H ; R, = N(CH, ) 2 ; R» = H ; R, = H 
; n = 0 ; p = 1 

xf-;V7 = >1.62 g<7>THF 100 ml£ £ tf? o n*;l>Al00 ml^ig^^ AT "? 

$(50/50 % v/v)-c^tH-t--5>^'J *yn/^p^ b^97^^4tSo yrxfv^l 

ff0 2 0 = 515° (c = 0.4 % ^nn*;VA) 

[0 115] 
KM 3 - 4 

(3S)-2-[5-^ nu-3-(2-> f. 3, 7 x - ;i,)-2-;j- * 7-2,3—7 fc: K0-lH-^>- K 
-/U-3-vf ;u]-l,2,3,4-f > y \L KOW 7*^ ') JUP'/iO^f ^i^f 



(58) 00 3 -5 2 528 7 

(II): Rj = CI ; R, = H ; R, = OCH, ; R« = H ; R, = 001,;^ = H ; R, = H;n 
= 1; P = 1 

CJf b ijxf 5 v 1 - 3 9<D~M? 20 mljsj; n a*;i/A20 ml 4j<o 3^ 2 
/AcOEti|^[^ (99/1, v/v)~ (90/10, v/v) <7) Hi -f& v"J * V * ? D h 

& o 

[0 116] 

2-C5-? p n-3-(2-> Kv7 x - JlO-2-* * V-2,3-^ fc: f?n-lH->f y jf— ;V-3 

(II): R 1 = CI;R 2 = H ; R, =001,;^ = H ; R, = N(CH,), ; R, = H ; R, = H 
; n = 1; p = 0 

S&fllJ i-i-c^^^/cd:^!- 48 9, S£itfl) 2.5-c^|t > ti^^0.91 g*5 J: 
[0 117] 

Q&m 3.6 

(3S)-2-[5,6-i;^nn-3-(2-p( h^->7x^Jl'H-t^V-2.3"/t KO-IH-^ 
y K _^_3-^ ;i/]-N,N-i;^f-;i,-l,2,3,4-x h5t Kn^7^f/'J V-3-#;W5K 

(II): R 1 =C1;R J = 6CI ; R, = OCH, ; R, = H ; R, = N(CH } ) 1 ; R, = H ; R, = 
H; n = 1; p = 1 

b ijxf-;i/T5 >0.7 g£, g^j 1.2-e# Pj^fc^^l-S gfc J: ^iS^J 2 



(59) #312003-5 25 28 7 

OEt^^ (60/40, v/v)-e^§ fflf * V'J ii 7 )i> 9 n v h ^ 7 7 K £ „ IftWWl 
[0 118] 

(3S)-2-[5-? a 0 -3-C2- b * -> 7 x - )V f - ;V-2-jJ- * V -2 , 3~>' K0-I 

(II): 1^=0;^ = 6CH J ;R } =OQ4 3 ;R«=H;R, = N(CH, ) 2 ; R, = H ; R, 
= H;n=l;p = l 

>0.86 gfc % £j£ffl 1.3"Cftfeilfc^*oTHF (50 "l)»*KlDjt., iI-£^£ A 

ti|$(50/50, v/v)-e^di1 _ *-> , J*^^^av h^77H*Ht2> 0 BtM^^S 1 

[0 119] 
SJ&fll 3.8 

(3S)-2-[5-^ o a -3-C2-* D D7i^ >-2-* * V~2 , 3-7 t Kn -IH-^ > J? - 
;l,-3-^ ;i/]-W,N-i;^f-jw-l,2,3,4-r h7t Kn>f 7*^ 'J >-3-* Jl"*** 5 

(II): R 1 =a;R 2 =H;R s =G;R < =H;R 5 =N(OH J ) J ; R, = H ; R, = H ; 
n = 1; p = 1 

ftjgffll 1.4-cf§6;h,fcft#to2 g % Uig^iJ 2.1-?® <b*lfc'fb-£$Kj£8t&&) 1. 
25 gfeitffijxf JP75 5/0.678 g^W 50 ml^wfg&fy AT-c*3B#Ra$# 



(60) #312003-525 28 7 

[0 12 0] 

(3S)-2-[5-? o D -3-C2 , 3--y > f * > y y A - )V )-2-* * y -2 , 3--y tKD 

(II): R, = CI ; R 2 = H ; R, =0CH 3 ; R, = 30CH, ; R, = N(CH 3 ) 2 ; R. = H ; R, 
= H;n = l;p = l 

h ijxf-jWT5 V2.63 g£ % g&ffl 1.5T^fJfcJijfc.ffrfrfc* J: tf&i&fl! 2.1-f 
#$>*lfcft<fr*l- 7 9<7>™F 50 mljs.ti^DCM 10 ml^ig^Kflp^ *i£-!$)£A 

50/50, v/v)-c|8fHj-j-4V'J*y^^Dvh^97»C^»t4o BflB©** 1 - 2 9£ 

[0 12 1] 
fijftffl 3.10 

(3S)-2-[5-^nn-3-(2,4-i;p< j» **/yxiJU>-2-** y-2.3-yt Kn-l*W 

b\ -77* T V*m&fc<V&&%) 
CID: R l =a;R J =H;R s =0CH J ;R, = 40CH, ; R, = N(CH } ), ; R, = H ; R, 

= H; n = 1; p = 1 

*U *«t**^T^|&e**o ^*DCM/AcOEtjg^C50/50, v/v^aj-r 
[0 12 2] 
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(61) $#3*2003-52528 7 

(3S)-2-[5-? n n-3-(l, 3-^ > >/->*^- * V - ;W)-2-* * V -2.3-*; KKn 

-lH-/f > K-)U-3-^f ;v]-N,N->*p«^;i/-l,2,3,4-r h 9 V: Ko-f 'J >-3- 

(ID: R 1 =C : R 2 =H;R 3 +R, = 2,3001,0; R, = N(CH) 2 ; R, = H ; R, = 
H ; n = 1 ; p = 1 

SjftM 2.1-c#t>*lfc-fk^% C}g8|*£g) 0.89 g, ^v>Tb<Jxf-)V7 5>0. 
52 9£, fijfffil 1.7"C#^)*L«:fl:-6*l-5 9©W (15 JO*., iS'&'ft* 

&(70/30, v/v)-e^jti-j-4->'J *^JU^nv h^?7fcjNJ*o SrWOUlK 1 - 5 

[0123] 
ft&tO 3.12 

(3S)-2-[5 , 6-y ^ a o -3-C2-? nn7i-* )-2-* * y -2 , 3~y K j? a -lH->f > 
K-iV-3--f ;v]-N,N-vp<f-jV-l,2,3,4-f Kn^y+y >J >-3-#;i/5K* 

(II): Rj = CI ; Rj = 6C1 ; R, = CI ; R« = H ; R, = NCCH,), ; R, = H ; R, = H 
; n = 1; p = 1 

i.8-c#e>*i3fc^i»2:e6 g, sjftM 2.i-e#?>it^>ft^(jgj8i^) 

2.1 9£ J: XI \ U if^7 5>1 g^DCM 100 m\*<?>U&m* . AT-el8p#M$# 
3 * & o Att * DCW/AcOEt^|^(80/20, v/v)-cj§ ffi T & -y ij * y ;V ? a v h 7 ? 

[0 12 4] 
ISM 3.13 

(3S)-2-[5-^nn-3-(2-^ 007x^^-6-^ K->-2-^V-2.3-y t Kn-1 
H-W >" K~ fl'-3-'f ;u]-N.N-v^ ^-jU-1,2, 3,4-t- h 9 jf a 4 y * / 

(II): R 1 =C1;R J =60CH J ;R 3 =C1;R 4 =H;R,= N(CHj ) 2 ; R, = H; R, = 



(62) ^2 00 3-5 25 28 7 

H; n = 1; p = 1 

£Tfc3tH&3**o Sa£*DOVAd3Etfi^(50/50 % v/v)-?^-*-* -> y * 

[0 12 5] 
Kjtffl 3.14 

(3S)-2-[4-? D a -3-(2-^ h^->7x-^ )-5-> f - )V-2-* #V"2- 3-y t K0-1 
*W > K-)U-3-^ jl/]-N,N-v*p< ^;u-l,2,3,4-x h 9 K Kn-f V * y'J >-3-* 

(II): Rl = CH, ; R 2 = 4C1 ; R, = OCH, ; R, = H; R, = N(CHj) 2 ; R, = H ; R, 
= H; n = 1; p = 1 

, Bftfl l.n^gfcftfcftft-ttlgaiHF (50 ml )•}§•$ kjo*., »Mt»*tt*«l 

[0 12 6] 
fi&ffll 3.15 

C3S)-2-[5-^ n n-3-(2-p< > * *, y x - aO-2-* * V-2,3->' £ K o-lH-^ > K 
-;U-3-^ jW]-6,7-v'^ h ^->-N,N-v^ f- /U-1,2,3, 4-f KoW x ) 

(II): R> = CI ; R, = H ; R, = OCH, ; R, = H;R S = NCCH,), ; R, = 60CHj ; R, 
= 70CH, ; n = 1; p = 1 

9L&Vi l-l-r&htlMk&to* 9, SI&0I 2.6^^| t ) tifcft^tt2.92 gfc j: 
h ijif ji/7* yl.63 g<7)W 100 ml^i/KM 25 ml 4. co £ , 8 B*rainft 



(63) ^2 00 3-5 2 5 28 7 

[0 12 7] 

(3S)-2-[5-^nn-l-[(2,4-->'^ h^->7i";v)7.^*f-;v]-3-C2-^ 

i - ;i/)-2-^-^v-2,3-v't: Kn-lH-^f v ^-;w-3-^ f-;v-l,2,3,4 

CI): Ri = CI ; Rj = H ; R, = OCH } ; R, = H ; R, = NCCH, ) a ; R, = 20CH, ; R, 
= 0CH } ;R,=H;R 9 =H;n=l;p = l 

&>%m*&mt+ V <J -7*0.123 a3R#H*TfcAT-e % S^itfll 3.1-e# 
fcfcfc'ffrfr*!-* g<7)DMF (20 mD^^Jnx., fl*»*15#M«#tt1I-*-*. 51 
SffiS* 2,4-y> h^v'^>-fe->7.JU*-Ji/^o9-f K0.7 gfcflux., iS^fcfcA 
T-c3|^Mtf#feS1-^o El6«#«t*Kft¥, AcOEt-eJfltBU #$*B£Na 2 SO 
«T«:*U *»**^T^«IS«**« »**WAcOEtfijj[(90/lD % v/v)-e{# 

-J: "jffittA^v^ttflcA: ^-7*^ v^fb^^k-r^^iS^J ^Dit^, M.p. = 
aD J0 = + 138° (c = 0.6, ? nn*w) 

-J: *jW^t^1t# B : va^fc.IIrffc-ra^Jfiffil 2©^^-^ 0.84 
&&M*$>*i*. m -p- = 16 °t:o 

aD *'= 263> (c = 0.22 % ^O0*^A) 

l H NMR: ds-DMSO: «y (ppm): 2.4: bs: 6H ; 2.9: mt: 2H; 3.1: s: 3H ; 3.6£ J; 
#3.8: 2bs: 6H ; 3.5& J: y?3.8: 2mt: 2H; 3.7: d: 1H; 6.5: s: 1H; 6.7: dd: 
1H; 6.8-7.1: m: 7H ; 7.3: mt: 1H; 7.4: dd: 1H; 7.6: d: 1H ; 7.8: d: 1H ; 8 
.0: d: 1H 

[0 12 8] 



(64) $$3*200 3-5 25 28 7 

ClS)-2-[5-? nn-l-[(2,4- ; y'yi h*->7x-;V)*^*-)V]-3-(2-;>< b 7 
x-^)-2-^^V-2>vH Kn-lH->r > K-*-3-vf ;i/]-N,N->*^ ^^-1,2,3,4 

(I): R, = CI ; R 2 = H ; R, = OCH, ; R, = H ; R, = N(CH, \ ; R, = 20CH, ; R, 
= OCH, ; R, = H ; R, = H;n=2;p = 0 

&>%tii*&mti- ^ <; ^ ao.225 g*, »h*t fiM 3.2-c^ 

t>tLjt^^2.5 g<7)DMF (20 mD^icJpx., fl««||3(^Nl|jf]f[fti, 51 
Na,S0 4 -c«r»L, %&*&&TKm$k$#&o »aE*WAcOEtfi«[(90/lD, v/v 

1.2 g£*#& 0 m -p- = 263t: 0 

ao J ° = 262° (c = 0.4, ^dd*W) 

*H NMR: 4-DMSO: j (ppm): 2.0-3.0: m+2s: 8H ; 3.2-4.2: mt+s: 1UH ; 5. 
2*3 J: ^5.4: 2s: 1H ; 6.4-8.0: mt: 14H 
[0 12 9] 

mn 4 

(2S)-l-[5-^nn-l-[(2,4-->^ h^^7x^)l/)7,;i/^-JV]-3-(2-p< V*is7 
x- ;u)-2-^-^v-2,3-7t: Kn-3H->f > K-;v-3-yf jV]-N,N-i/> f-jl/-2,3— 

CI): R» = CI ; R, = H ; R 3 = 001,;^ = H ; R, = N(CH } ), ; R, = 20CH, ; R, 
= 0CH, ; R„ = H ; R, = H ; n=0 ; p=l 

V 'j 7 A 0-066 g£, &H&TfcAT-e % 3.3-c^ 
6*Lfcfl:**0.7 g^DMF (20 mDfcfcfcJn*., «T Wl «^lka^- * e 51 

2,4-->*^ y*t*,«viiVA**-*9W94 K0.36 g£jux_, 
AT-c2«F|flai*ScSf io EJt5fi^»**IC&r, Ac0EtT-J4tfiL, #«ffl*zfcffi 
t, Na,S0 4 t?«j»L, ^1^TKIH?*J. ^^DCM/AcOEtig^ (70/30 



(65) 0 0 3-5 2 5 28 7 

, #r#!c^®0.58 g^#J 0 M.p. = 167<C 0 
aB ,c = 305° (c = 0.18, ^na*W) 

l H NMR: d^-CMSO: j (ppm): 2.4£ J: 0^2.7: 2s: 6H ; 2.6£ J ?><3.6: 2mt: 2H ; 
3.1: s: 3H; 3.8: 2s: 6H ; 5.2: dd: 1H; 6.4: d: IX; 6.5: t: 1H ; 6.5-7.6: 
m: 10H; 7.8: d: 1H ; 8.0: d: 1H 
10 13 0] 

(3S)-2-[5-^ nn-l-[(2,4— }• * i/ y - )V) X * =. frl-Z-CZ-J h*->7 
i - )V)-2-^^y-2,3->'v; Fn-l^M" > K-;V-3-^ ;i/]-l,2,3,4-^ j. 5 t Kn 

CI):R a =Cl;R 2 =H;R J =OCH J ;R,=H;R 5 =OCH J ;R s =20CH j; R 7 =0 
; R. = H; R, = H; n = 1; p = 1 

&>%m*frMiki- h 'J 7^ 0-208 g£, gigfl) 3.4-^#ibtL^k^2.3 g^CM 
F (20 ml)-^^ ^^l^TlcAT-ejDx., &^£l5# M ^#jfcS1-& 0 ?| 
SlftS* 2,4-v*^ hdf->^>-fe* >7.Jb^-;W^U7-f Kl-l? 9£2j0X-> 

U Na 2 so 4 -e^t> M£3^T^&S-£& 0 M£Dai/^*^;/ii7£(70/ 

30, v/v), ^-cDCM/AcOEt^OS/S, v/v)-c^tH1-^ v 'J # P v h 7 7 

^Vrf^iglMfcLT, ftM<7)<®)%l.l g£#& 0 M.p. = 170-Co 
ttD J0 = 220= (0 = 0.2, ^nn*;^) 

*H NMR: dg-OMSO: $ Cppm): 2.8~4.4: m: 17H ; 6.0~7.0: m: 9H ; 7.2: t: 1H 
• 7.4: dd: 1H • 7.6: d: 1H • 7.8: d: 1H • 8.0: d: 1H 

f » » j 

[0 13 1] 

2-[5-^nn-l-[(2,4-;^ h 7 -fr)* ;i/*XH>]-3-(2-;rf ^i/7x^* 
)-2-^-^ 7-2,3-v'b Kn-l*W y K — ;l/-3-^ ^]-N,N~>*> ^-/u^ V > K U > 

(I): 1^ = CI ; Rj = H ; R, = OCH, ; R. = H ; R, = NCCH,) 2 ; = 20CH, ; R, 
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(56) ^2 00 3-52 5 28 7 

= <XH,;R, =H;R, = H;n = l;p = 0 

*>%m#&X<t1- Y 9 "5 AO. 227 g^ §£gfl| 3.5-e^|t,tL^b^2.5 g<^DM 
F C20 ml N ^^H^TKAT-cJdx., ^^i^^^mW^W-r i> 

fc*AT^305Ha«#lftfi-r* o AcOEt-cattJU, ttffl 

**l*U Na,S04"Ce*L, fi^T^^S, ^^*DCM/AcOEt^( 
90/10, v/vD-e^ail-a^'J D7 h^97KjWt&<> 2*&0^$#£53-S£ 

iBfiftL-C, 3rfflw»H0.'8l g£®;?> 0 M.p. = 168^. 

l H NMR: c^-OMSO: $ Cppm): 2.6: s: 6H ; 3.3: s: 3H ; 3.7: s: 3H; 3.8: s: 3 
H; 3.9£ j; tf4.2: 2dd: 2H ; 5.9: d: 1H ; 6.5: dd: 1H ; 6.6: d: UK; 6.9: mt: 
2H; 7.1: mt: 2H ; 7.2: t: 1H ; 7.3: dd: 1H ; 7.4: d: 1H ; 7.8: 2d: 2H 
[0 13 2] 

(3S)-2-[5,6->'^na-l-C(2,4->'p{ ^i/7i-*hJWt-JP]-H2-^ h * 
i/7i^JW)-2-^-^ v-2,3->'t: K n -lH-^f > K— ;V-3-vf ;i/]-N.I4~>*^ f-;v--l,2 

(I): Ri = CI ; R 2 = 6CI ; R, = OCH, ; R, = H ; R, = N(CH,) 2 ; R, = 20CH 3 ; R 
7 =OCH J ;R,=H;R 9 =H;n = l;p = l 

60%$**! ft* Y "J AO. Ill g£, ftjgfl) 3.6x-#f,jt^li^l-35 g<7>D 

£ign£, 2,4~>'> b^->^>-tf>^;l/*-^^n5-f KO-624 g^jUx., 
£AT-r2|$H«#jfcS-j-* 0 KJStt-fr***Kfty, ArtEtTttfBU #8Sffi£Na 
2 SO,-c$g^t> »I*XSTKl»?*i. ®S£S-DCM/AcOEtii^ (90/10, v/v) 

J: fl©***^^* ^7*>*&»IMtLT, ^r«7)^S0.8 g£ 

M.p. = 155-C 0 
ao J0 =221° (c = 0.23 N ^ D n*w) 

l H NMR: dj-CMSO: j (ppm): 2.0-2.6: 2bs: 8H ; 2.8: bs: 3H ; 3.0-5.0: m: 



(67) #^200 3-5 2528 7 

9H; 6.0-7.2: m: 10H ; 7.4: d: 1H; 8.0: mt: 2H 
[0 13 3] 

C3S)-2-[5-^nn-l-[(2,4--y> >^r->7xx;p)^;l'*-^3-3-C2-^ h*->7 
x - ;v)-6-p< f- JU-2-* * V-2,3~>* fc: Kn-l>W V K~ fl'-M *3-N.*H>J* 
,V-l,2,3,4-r ). 9 V; Ko>f 7*7 'J V-3-* 5 K, 

(I): R l = CI ; Rj = 6CHj ; R, = 0CH } ; R, = H ; R, = NCOO« ; R, = 20CH, ; 
R, = OCHj ;Rg = H ; R, = H;n = l;p=l 

fc&fcfc-ffc**!-* 9> HJ* A 0.123 gfc j: 0*2,4-;; * >df-> 

^VO***^**^ K0.7 ft5^»3&5*L*o DCM/AcOEtM (90/10, v/ 

g^ So M.p. = 160<C o 

ao JO = 227° (0 = 0.18, ^aD*Jl/A) 

l H NMR: de-OMSO: j (ppm): 2.2-2.8: m: 11H ; 3.6: s: 3H ; 3.8: d: 2H ; 4.4 
: bs: 1H; 6.5-7.4: mt: 9H; 7.6: dd: 1H ; 10.2: 2s: 1H 
[0 13 4] 

(3S)-2-[5-^ nn-l-C(2,4-v*^ > ^->7 x -;V/)x;i/*~;i/]-3-(2-pt h**/7 
xr.;V)-2-^^V-2.3-y!; }?n-lH-vf > K-;v-3-v< ;v]-6,7->*> |>**,-N f N- 
->->^;p-l,2,3,4-r h 7 k KD4V*/'J >-3-*/Hf4Mf3 K, fitettUtt'* 

(I): R, = G ; Rj = H ; R, = OCH } ; R, = H ; R, = N(CH J ) 1 ; R, = 200^;!^ 
= OCH, ; R, = 60CH, ; R, = 70CH 3 ; n = 1 ; p = 1 

*§&*lfcffc#*3 9, 60%^^^^-^ h'j 7 A 0.235 g£ J 2,4~-7y. h*->-< 
>-fe^7W-;V^D7^ Kl-32 £W^f,ai&3*l4o DO|/AcOEt^(85/15, v/v 
)T-i#ttJ-r & -> 'J * y nv^77^- wtt, v 7 7. r l^#^t4#£frSI 



(68) 8^2 00 3-5 2 5 28 7 

9£#*o M.p. = 157^ 0 
aB ,0 = 253° (C = 0.18, ^na*W) 
[0 13 5] 

[0 13 6] 
Mb 3 1 ] 




(I):R, = H ; R, = H . 
n= 1 ;p = 1. 



OCH, 



[0 13 7] 



(69) 



^2 00 3-5 2528 7 







R 2 




R< 


M.p. (1C) ; 

Mfctm : 
a D 20 (9 bp*U) 


10 

(a) 


Cl 


H 


Cl 


H 


155 

-254° (c = 0. 18) 


11 

(b) 


Cl 


H 


0CH s 


3-OCHj 


215 

-275° (c = 0. 14) 


12 

(c) 


Cl 


H 


OCH3 


4-OCH, 


145 

^y~9 y/x.—T/i' 

-252° (c = 0. 3) 


13 
(d) 


Cl 


H 


2. 3-0-CHj-O- 


160 

-233° (c = 0.25) 


14 

(e) 


Cl 


6-C1 


Cl 


H 


234 

-334° (c = 0.22) 


15 
(f) 


Cl 


6-0CH 3 


Cl 


H 


178 

^-/9ls 

-323° (c = 0. 19) 


16 
(g) 


CH 3 


4-C1 


0CH s 


H 


146 

<< yi-^/v 

-282° (c = 0.28) 



[0 13 8] 

fc<fc#»o KIS*«**, DCW/AcOEt^C90/10 % v/v)-?^-^ * 

fcffc£1&« £)S&fttt*« DCM/AcOEt^ (85/15, v/v)-e^tB^a U>ffr9 
nvh^77W, J: *)ffi14*«AWb'fr»*jfe«>*o 

Rj£4jfc1!j*\ DCM/AcOEtigfg(93/7, v/v)-cj£tf}-j-;& -> ij jiffy 9 n 



(70) ^2 00 3-5 25 28 7 

fcft-fr*. DOI/AcOEt^ (90/10, v/V)-cteffi1-*-;/'J*y>i,* 

fcft^l&o DCM/AcOEt^(85/15, v/V)Tjgflj-J-;& 5/ 'J * * 
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(71) 
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INTERNATIONAL SEARCH REPORT 




k>' -vrtionjl Application Ho 

PlT/FR 03/00509 


l>^7 a ^07D401 l y^4 CTMA A61X3l/404 A61P43/00 CQ7D209/42 C07D403/04 
CO7D405/14 


According to International Patent a«s*c*flon (IPC) » to bah national datcffcaion and CC 
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